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The iriv^ni> . fi relate to lev a solubility d;ug-cuatod b*.ad '..omoe'Sitions. capsules filled then., wih uud 
nre:hoc of r -opa- <d. the- eon especially wh-jre-m thv low so ur e\ drag is an ar tiard-ogomo stc • « d an i 
frost t.;^..,- i.i'Iy :h L; at i t 1 .u ct u jur i c steuoid it ( 5« . 1 ', u »- 1' -( m th / ! su if ony )- 1 " H -pi eg n-20- yn-. - [3 2- ■: > 

pyracol- 1 7-u . 

Hardsen of -.' US F 3 at 4.717.569 describes pharmaceutical compositions for oral administrator of a 
poly*. y<. lie mt.deam.e 1 '. h&y ng a so ub lity in water and aqueous media at ambient ;emoe-r ahn « .s "jf lose than 
1 part of tl .. rnt - in. .-j- r-d in frorr 5 000 to greater tnan 10.000 parts by weght of the medium whi< - 
comf uisos a pu--..'it> o: beads, each bead conpnsmy pcutirlo^ of finely divided solid medicament bound 
togotnr r t;y a !.'•■*•■• n water and aqueous m._ d-a at ah pH values norma"/ fo.ind m the 

gastr .mito-t!'*a' t- : ! at d prefer ably a pharmacologically aeet-'ptaLn-.. wotting agent, said plural ty of bu-ad::- 
together c ensiita- 11 g a .not rJoso In a prefe-red embodiment, the unit dosage fo-m is one osed m a gastr i 
jLice-so'ubif rr.t:! .md sucu as gelat n. Ihe beads can be sugar stared" ooa:is. The composition am 
desenhed as hav n j been or epaood b/ coating the beads with an aqueous suspension c f the mudieamert 
anc birder and opt'-^al writing agent ana then c ncapsulat< ". 1 

Five- etcmp s at o do sen be -el wherein the medicament is 1 /u-pregna-2.4-die;no-20-ynu[2.3-d]iso *aeo - 
1 T ol (Comfo .i in ■ Ai a ,! ' "he tonce* is hyd'O* /propy Imothy 'com j'nso. one in which no wett-r g agent rs 
ircluded. four in vdo.ji -aediurr lauryl sulphate is included as wetting agent, and three in which polyvinylpyr- 
rolidone (PVP) is r j !• i as a second bnding agon* Improved Human bicavailabi ity of the rnodieam--m e; 
shewn by fave- at V -.ompanson of several described f oi muia'.iou- with corresponding cc nvunt unal s*nn. 1- 
laotoso--a!^- , Tiagi : :l ; -il.t stoar ale _tr / powder capsule formulations 

C h-istiar:i«..n A a!. U S Pat. 4.684.636 describes aetidudn m* sulfun yi-e.coiUoov'ci^ jle: :rn_ h-dmq 
(5a. 1 7 U i-i '-(riK-t^ Joih'-o t>!)- rH-piegn-20-yno[3.2.c]pyrazol-1 7-ol as thu product of E*amplc I and pha? • 
rrac-: uti :al com: o.soons thereof rr geneoa ! nclucmg those fr» eiai admin strain: m \r. sold dosage f o, , 
including capsul o> arid tab ets.C onventional pharmaceuttcail/ acoeptab o venoms and techniques are used 
m preparing th*o : elc so j«- forms. Too oatcnt does no; deseuoe any sue n composition specifioal'> 

Accofcing *.o _>nc as poet, of die present invention thee are prevrdeel sugar or saga- starch beads seated 
with 'rem at; ?ur '0°. to about 300° by weight :f a coa'mj ,-ivn|v, : ;.ti-,n consisting essentially of ftorr abet t 
1 c 'o -o about 80 c 3 by weight o ; a drug having a solubility of iess tl" an 1 °« by weight »n water a^d frorr about 
1°o to about 30°o by weight each of 

(a> a ceCjIosc derivative selected from the group consisong of hydroxy propyl cellulose and hydrox- 
vprcpyl n-ethj icellu-ose. 

ib> a polyethylene glycel ■:< derivative thereof selected f- am the group consisting of a polyethylene 
glycol having a molecular weight from about 1.000 to about 8.000 and d-alpha tocopheryi polyethylene 
glvccl 1000 SLiccmate whoso oolyetn/leno glycol part has an average formuia weight of aoou; 1.000 and 
(ci a wa>y so .d se ected *-c»rn the group' consisting of the i: o yovycthylene-poiy a^yp'topy ; ene-pcilyox- 
vethylene block cooclymer navinc t.ne structuial formula 

H(')(CH. fH 0) : [CHffH CH OJ^OH CH Q),,H Formuia I 

A'l coin a has a value of ai or 79 and b has a value ef about 28 and having an average moleeulai 
w< ight frem 7680 to 9510. sulfobutanedicie acid 1 .4-oisi2-etnyioexyi estei scrum sad. and sulfuric acid 
•n medcdocyl estoi sodiLim sad. 
In a p'ofeeoe- aspect of the invention the cellulose derivative is hydroxyprcpyl mothyice luiose. the 
polyethylene gycel or dor vat ve thereof s a pc ly ethylene glycol saving a moecular weignt : -om about 
1 000 to aoout 8.000 and the waxy sohc is the polyoxyetf- yleino-poiyoxypropyiene-polyoxyethy one bloc< 
■ropc'v'frei cf Formula I. wnere-n a lias a value of aboi t ~9 and t; has a value- o ; about 28. which nas a ,_ 
average molecuiai weght from TQSO to 9510 

lr a futtner aspect the invention relates to a char mac outicai capsule filled with a am about 40 mq to 
ahcu 1 700 mq of the above druo-coated bead composition. 

P'oferaby the compositions an<^ capsules of toe invention are prepared for ca ! administ-atton 
Accorcir-q to another aspect or :he invention the druq-coated oead composition may tee oopa-od by 
dissolving the cellulose derivative, i^o polyethyene qiycoi o> derivative the e:d arc the waxy solid in i Aator 
suspending the drug in the resulting soiut on witn agitation coating the beaos w th the resulting suspense" 
anc drying t^e resulting coated beaos Preferably doe components r no Oissc veo et from about three to 
about ten t trios their compiled weight of water, roost preferably w tr a aiming 

The low soLit; ihty d'ug can be any drug having a solubility :d ess than 1 °c by weght m water ana >s 
especially a steroid and more particular ly an and-ogenic. antian .Irogenic. estrogenic, antiestr aqenic. pro- 
gestational antipt ogestationa! cr cortical stored me uomg oven mere caiticuiaoy a fertility rogu:a r d -^ca.ding 
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contui'-t" [ * i v m ; *;•.! • 1 ruguiant mc lulling arabe li-. an!" 0 ";:''"" s antiend'-nieit ■ ;>si^ anti- 

P ro s ".a * ' 1 1 1 y | '* i^'vi or at ti[. n.<stato~ar cinema s;e'Oid or any st* ;r ■ «••_* having any rem birMt<cn ,y thus*.- 
properties T-K a n t\:f"ir : g. s u I f on y l s tor o i d op y r a jo lo s of al>' •>-...- "it« d C>ns Sanson ot al U 3 Pat. 
4.684 636. im_;u >.g c -p« • «a : y i5« .1 7n H '-(rrothyisulfonyl)- TH-oe-gn-PO-yrv -[3.2 c jpyr a.<"'l- 1 T -ol. in oart c n- 
lar f :>r tu:atrru.n : if !<r gn prostatic hyperp'asa arid prostate c an iu ma art.' preferred The p?roforrod 
arnourt :-f Jug * * ! 'f -n .i: • -a: 40 c c to about 80% by weight uf the; u -c-.ting -nmoosition 

The other sut^tan. . .. u°i d to prepare the drug-coated head composition of the invention a*o known 
pharmac o il- al fO'-.d mgro-.i . -nts and. wr.h the exception of cl-a'pfia I • 'phory 1 polyethylene glycol 1 000 
succinate; whoo p< -ly ■thylene glycol par t has an average fern u!d wegnt of abem 1 000 those used to 
prepare fj be' -w ■ : be-- .-.■<ainp.es are cesenbed by The Urate'. States Pharmacopeia (USP). Twenty- 
second Ruv!Si<:ii a- d Th».- Nc:!-. riai Formulary (NF). Seventeenth Fdit on (a single volume also en tele d 1990 
USP XXII Nf XVII eopyigh: by United States Pharmaeopeial L-onventu r Inc 12601 Iwmbrook Parkway. 
Kockv=:le. Mb 1 20i:::!>2 1989/ 1 he substances used to prooam :he drug-coate.l ooad composition of the 
invention are de-a. . :t;. L .d undo- the following names:- Docusate Solium (USP. p 4/1). Hydroxyropyl Methyl- 
cellulose (USP pe G/U-b/1). Par fiec Wate- 'USP. p 14b/'). Hyclro.<ypr r.pyl Cellulose i NF. p 1938). 
Polo*arrer (NF. pp 1900-1901). Polyethylene Glycol (NF. pp 1961 1963). Sxliurr lauryl Suhate (NF. pp 
1980-1931). Sugar Spheres (NF. p. 1989). 

Docusate Sodium is described as butanedio c acid, sul'o-. 1 .4-bis-(2-c t h v he «,v') ester, socium salt and 
sodium ! ,4-bis(?-< -ny iht .-ylj sulfosi i_ einate Lontaininy fiu! less than 99 o - and r-ot more than 100. 5% of 
C. :h NaO S. ..-ili ulciV-d un II hj cnhydious basis. 

Hydoxyp'opy'' Mt.,thykj ! ilose is deioubed as ctflulust.. 2-hydr». « ypr jpyl methyl uthoi -raid as a 
propylene glycol o'.noi ol mi. thy Ic eilulose. which wien dried at 10a C \v 2 hcuis contains mcthoxy (OCH ) 
and hyOrcxypfi; [ -'vy (OCM. CUOHCH ) groups conforming to certain linats Hydroxy prop y I Methy [cellulose 
2910 is the piefe-ned nyclr oxypropyl mcthy Ice liulose of the invention and has a m nimum of 28.0% and a 
maximum of 30 0% o ; motnexy groups and a minimum of 70% and a max mum of 12.0% O'* hydrox- 
y proac-xy gruups Spec ifi'." aa^ns are set forth for three other variants wh eh are designated by the n a rubers 
182S. 2203 arc! POOR 

Punacd Wat.i is d<_ souh«..d as obtained by distillation, ion -oh change treatment, reverse osmosis ?\ 
other suitable pro* ^es and as prepared bom water complying with the rogu-ations of the : cderal Envi- 
ronments Protection Agency with respect to dnn«ing water and ecntams no added substance 

Hyd'Oxyp> opyl Col ulose is described as eel ulose. 2-hydroxyprooyl other and as a partially substituted 
pclyihycroxypf opyh other ot cellulose. It may contain rot more than 0.60% silica or o:hef sucabie 
anticakmg agents When dried at 105 : for 3 hours, it contains not more than 80.5% hydro ypr opoxy 
gr ouos 

Polcxamer s oescibed as a syrithotic block copolyire' of ethylene '")>icie arid propylene oxide having 
tne s 1 1 l j c t . : r a I fey mala 

HO(C H:O),(0 H. 0) h (C H : O) H 

.'.h i. " ,n- 1 I >\s.-.- 'A 1 f > ■ .} '.a'', ^ m ■ r ; * ; .a»=a'"S 
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The ava^jL m ula- /voight is rot loss than 95 fTc a-'d n- ; m.- thus. 105 0 o of thu labeood '-cm.- e 
value *f the lab* -e-d r^omcc-ii value is below 1000 it .s not !uss their 90 0 = ami not moic tha" 1 10.0 C C cf th.. 
labeled fiijin r\: : : va'ev •? t • labc od nominal value s be t wo e n 1 Qnr « ar- • 7Q0( it is not 'ess t^ar. 87 5°c and 
not mo o than 1 1 2 5°c of the laoelod nominal value f the labeled rummc: 1 va ! uo is above 70011 
r ? Polyethylene glycols having nominal average rmleoular weights m the ange from 300 to 8000 are 
cesenbeJ Poi /.. h yl-ne G'yeol 3350 is the prev.no J pel /othy '•■ r , jv : ...f rh*..- invention 

Sodium Lamy! Sulfate is also named as sulfune acid ninn >• !■ -dee y' ester sodium salt arid sodium 
monododeey! sulfate and >s desmbod as a m xturo of sod un; aSk,' sulfate: contesting e:h of I / of 50du.ni 
lauryl su'fate [CH (CH >• CM OSO Na] Tne combi-co ■■ -<ntei <■■' -..dm n chloride and sooum sulfate' is n. » 
?o more than 8 0S 

d-Alpha tceofd-er l pciyothy 'one glycol 1000 succinate -s describee by the manufacture! (Eas*ma- 
Chemical Precincts. Irv: . a division of Eastman Kocak Com oar y. fony sport • ennessoo 37662) in a product 
brochure catod February 4. 1983 as ore pared *rom :iystaHm._: d-A'pha f oeophyr y I Acid Succinate Nf- by 
ester jfication o: the acid group with poiyodiylene glycol 1000 as als.f being named Vitamin E f PGS as 
•5 being a pale yellow wa>y so l«d having a specific gravty at 45 C of approximately 1.06 and a m.pt of 
approximately 40 C and in the op men of the manufacturer ac being recognised as safe ("GRAS'd when 
used a:- an cial dietary supplement of vitamin E 

Thu preferred amount of eac n of die cellulose: dem. at we pc-'ycthy^eno glycol or derivative thereof arm 
waxy s did in thu .ir uy-cocstod bead xmposition of the -nvurition u fium about 5 D o to atout 30 c o by woigf t 
:u of Vie coatny i. urr pe>s it ion 

Tht. prefer *od cim.. c it e r each of thu ■ iydro> y pr ...... y ' mothyle e ,! LU._.Se.. pjlyetoylune glycol and 

polyoxyotfvyloro-pulye'^ypropyer o-p' :>l yovyothylene bio- k copolymc ,n tno preferred drug-coatee: do ad 
composition of the invention is *n:-m about 0°o to about 1 5% by wcght l' die coating con pi: s tic n 

Sugar Spheres ate described a: containing not ess than 62 b c o and not more than 91.5°c of sucrose 
o^ (C-.H. O ••) calc jlatO'..! on the orioc basis the rerranoer sons i song cmef / of sta-ch and as consisting ■; f 
approximately sp> H.ncai parti des ef a labe-ed nomin c i; sue range. an:1 correspond to the sugar o 
sugar starch beads of the n vent -on They can also bo ">r bo tofrr-od to as granules, oartiole =. oeHets o 
norpart:ils and ere from about 2 mm cr about 10 mesh to about 0.2 mm or about 30 mesh, preferably fion 
about 20 mesh to about 7 0 mesh, in diameter or longest dimension before coating. After coating the 
■o pre f erred ciarnotor or longest cimonsicn is fro 0 "! about 10 mesh to about 60 mesh. 

The capsu-e shell o ; the invention whic*- co-Tains the drua-coated bead composition ::an be any 
oharmacouticaliy acceptable capsule shel but is ceferably a gelatine rapsule shell. which may be soft but 
is preferably a hard capsule shell, arte is of suitable size for containing from about 40 mg to about 700 mg 
of the drug-coated bead rompositior- of the invention. Conventional machinery ans techniques are used m 
5 dlling tf^o capsule she Is 

In the dissolution step of the pic cess of the indention the temperature of warming can be n the range 
from ir mm temperature tn aboio 1 00 C preferably from 50 1 C to 60 " C About 30 c 'o of the total amount r-f 
water rv ; eoed is used for rho diss oli ncn and suspensirn steps and -he remainder is u c od for unsmg the fast 
amount- of solution and suspension from the enu pmert. Preferably the polyethylene glycol or derivative 
d'ereof and the waxy sold are d sso ved first and tne cellulose derivative >s then added and dissolved The 
■cw soi jbihty drug is added to the resulting so ution wrh agitation to form a suspension. The dissolution and 
suspension steps are earned out witn convon:icnal mixing equipment. The suspension is preferably passed 
'.h'ough a colloid m l bofoie carrying out the coating stop and ag tation is maintained during the coating 
stop The coat i rig and drvmg steps are preferably earned out in a fluid bed ouocossoi witn inlet an 
temperature m the range from 50 C to 70 2 0 with predicating of the sugar or sugar standi beads. After 
diyng the coated beaos are sifted to proeuce coated beads cr the desired particle sioo. proferab-v 16 to 60 
rrosh 

The invention will now bo more particularly described wnh relation to the fo lowing Examples, wmch .n 
no A'ay limit the scope of the invention. 

Ex amp o 1 
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The amoufV of dug ir each capsule can be var ed oy vaiymg the capsule fill Aoight the ar": a;nt of 
drug m tho ccating composition or tne amount of coat ng composition coated onto the rugai jt saga ••*-.• • • 
beac s. 

The composition of Example 1 was shown to have improved bioavailabil ty over a c c ) r i v c ' 1 1 1 ' 1 ' "■ ... . • t a - 1 ■ ■ - • * 
composition of the same druij when conpet'd in the cog. 

The following conventional tab et compos-ition was prepared using a conventional tab'.", pf pa»::!-" : 
methoci. 
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C Cm p C. .r ■ 

Ccmp n O /• f 
Example 1 
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0.40 (0.08. 
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tug hr rr : Ks d.) 
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3 40 
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Claims 

1. Sugar ; f SL.ja-fU:- i ::aKd yvith from about 10°- te ab-<c 300'o by weight of a -toatmg 
compila tion conodinj •. . • r it, ally of frcrr about 1°o to about 80°.-- by weight of a drug having a 
soluhili*;, of lr- ; - :-v i: 1 % [ y woight m yvat-r and from about 1° R to at)- - it 30°o by weight each of 

(a) a rf I'l: 1 - . don-ato-- selected frrrr the orouo fnnsistmg nf hydr -.xy pr ~;py rail jinso and 
hydu vyf r • | , ' mi h, • . JliJr.St':. 

(b) a p' ilyc.thy 1j : r^_. gly. nl or derivative thereof so gc ted from the giuup consisting of a polyethylene 
glycol having a rrnleouiar weight from about 1.000 tc about 8.000 and d-alpha tococher/l pol/ethy - 
ene ylye .-i 1000 ;;..<" c m at-: .- wnose pel /oth y lore glycol par! has an average formula weight of about 
1 .000 and 

(c) a wavy solid selected fu_ m the group consist ng of the polyo*ycthylene-polyoxyprooy ene- 
polvc-xyothy C r e bln>.-k copolymer having the structural *'ormula 

HO lH. Ch. CnJCHi Cm jCH 0],,(C H Cm Q) H Formula i 

when 'in a nas a ^al.ie of abcut 79 and o has a value of about 28 and having ar average; molecular 
weight from 7680 tc 9b 10. sulfobir.anedioic acid 1 .4-bis(2-othylhevy!) ester soeium salt, and sulfuric 
acid mo' . d I - - y cs.i f sodum salt 

2. Sugar o sugar s'am n oeads as claimed m claim 1. in which the ceMUcse derivative is hycroxypropyi 
methy c.illu ose. the eolyeeb/lene glycol is one hav ng a molorular weight from about 1.000 to about 
8.000 ar d the waxy sol.d is the polyoxyethy lene-polycxyprcpyle ne-peiyoxyethy lore clock copolymer 
having the Structural onn u :a 

HO(CH. CH. 0)JCH(CH ,CH 0] b {CH CH. 0 ;<1 H Formula I 

wherein a lias a val .c of about 79 an si ;; -as a va ue of about 28. anc having an aver ace molecular 
we ght horn 7680 to 9510 

3. Coated sugar or sugar starch beads as claimec in claim 2 wherein the hydro^yprooyl methylcellulose is 
designated 2910 and the poh/cthy one glycol has a molecular weight ot about 33bO 

4. C : oated ojgar or sugar starch beads as claimed n any one of the prec eding claims wherein the dr jg is 
an an ti and r egent-: steroid 

5. Coated sugar o r sugar starch beads as caimed -n : aim 4. wherein the antian irogemc ste-oid is 
1 5a. 1 7u)- 1 '-irneth /Isulfonyh- ' 'H-pr ogn-20-yno [3.2-c ]py r aool- 1 —oh 

6. Coated : uejar or sugar star e hi beads as claimed in any oik of tins preceding claims, wherein me amount 
of slrug is from about 40° c tc absut 80° o :jy weight cf the . eating Cemf. ositien 

7. Coated ^uya-or sjya 1 star . h beads a; claimed rr an/ one ef Ihe preLe.Kiy 'Jaims. wherein the an ount 
«.)f oaofi of the cellulose derivative, the pol/ethyeno ylyi.ol or Jonvcilive thuree>f and the wa*y i>u id is 
■tern about 5°c to about 30° c by we-yht ■ / t ,; e >.ccilin_j ■. ■ mipesit or 

8. Coated sugar or sugar starch beads as claimed >n claim 2. where n the amount of each of the 
hydroxy propyl meth /Ice llulose. polyethylene glycol an .1 po yoxyothyione-poly .> ypi opylene-poiyox- 
yothyiono bock copolymoi is frcm ab.:>ut 5'o tc about 1 C> " ^ by weight cf the seating composition 

9. A phat maceutica capsule filled with from anout 40 mg tc about ~00 mg ?r tf e coatee sugar ci 
sugai starch treaos as defined >n claim 1 

6 
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10. A fihuim t -!< . -i.ti. lS i - '.. fillo : a ith fr _>m about 40 mg k dl ■« ■-. j! Of 1 mg of the- ceated suga> ot 
sugar s t o r " h t. . u <s ' « i1 m any oik of : iaims 2 ■ 9 

11. A piucess of f it •|.\i , >f , j ■ cited sugar or sugar star >: f i : i. a> ii..'ifi.--! m any one of the preceding 
daims w^i- h ■■ om:_'MS._- Josa .Ivmg the :oHl: ose eonvative !♦:<. 1 > ■ •^■>'. •;«. g!yo.-i o- derivative thereof 
and tho wa*.y se hd <n w^ter. suspending thu drug n the 'osu'tng . . - ! uti -r wch agitation, ecatmg the 
ooads with the i • .-si ilt'ng suspender and . trying the resulting > eu^ 1 la ad- 

12. A pioi U:ss as idfurii-ii w r aim 11 wherein the dm j is c ts droned if <■•■■ .■ < o f ■; lairds 4 and 5. 

13. A pi cross of ptepa-ifg . e ate:-' i sugar or sugar standi bcad^ as define.- •'• any one of claims 2 3 and 8 
which ccmprite- di^iJvmg the hydicxyprcpyl muthy!ce!!u!e'e. thu pulyetny l^-nc glycol and the 
oolyo- V'":!hylcnu-po;yO''yp-opylcnu-polyoxyo:hylone bio k cuooiyrner n waa ^ . suspending the drug in 
:hc relating soiuton with agitation, coating tho beads with thu ros.Jt'ng suspension and drying the 
■osultmg rcated hoa< is 

14. A process of p'Cpanng mated sugar oi sugar stauh beads as defined if, tl ,-,y one of claims 1 1 to 13. in 
which the cellulose derivative, the polyethylene glycol or don vat' so tht roof and the waxy solid am 
.iissolved in from about dree to about ten times tt uu weight in wuu ; with warm ng 

Claims for the following Contracting State : GR 

1. A process of piopanng saga- oi sugai starch beads coated with ft _.rn about 10% to about 3C0°o by 
weight of a coating con positron consisting esserr.ially of fiom a:.xni: f r c to at xa t 80% by weight of a 
Ir ug havng a solubility :>f less than CO oy weight in water and f om ab-et 1% to about 30°o by we ght 
each of 

(a) a cellulose.- do'ivatvo sole: ted from the group consisting of n> d- cyprooyl cellu ose and 
hydroxypropy 1 rielhy luIIuIosc. 

(b) a e o yothyloni: glycol or dor vativc thereof selected from :ho gr-.-uj e insisting of a polyethylene 
glycol having a rro'oculai weight from about 1 000 to aho.it 8 000 and d-a'p'v. tocophoryl polyetoyl- 
cno glycol 1000 sue mate whoso polyethylene glycol rc art has an average formula weight of about 
1 .000. and 

K) a wavy solid selected fion the group consisting of the pc i y o * y e t h y I e ne-pe lycypr ooyleno- 
[rolyoxyelhy one blc>ck copolvmei having the structural formula 

HO(CH jH OoiCH(CH »CH (")]. (CH OH 0),H Formula I 

■wherein a has a vain "' M ah- - at 79 and f has a value of about ?S and having an ave-a jo motor. jiar 
;hi at . . t ~f)80 •■ %in ta»a ■• ■ a ; . id 1 4-r i--,?-. v • ■ • .• ■ > ■■ ■ - d .a^ sa ' a— : 

: i Is Air* 1 sa :t 1 ; n : ^-. ° a" ! , -° '; '•*■.:!■'•-; " ■ at' • 1 i" ead* 

2. A cess of f.-r e?t ar i r^i[j sugar .■! su' jar sta-e n t.inaos as •; en mod r claim 1. wnich ;no eeiluioso 
ler i.'ative ;s hy vr-r-apvi r n .o h y ire-'a i iirsi.- the. 1 p'Ovethvlont ■ er/co: s <?no havne; a rrn^lecLnai we'.jn* 
■• -«m abr ;t 1 COO y- ao-.,l 8 000 ar^.-j th, -a-v s>- "d s the y, »* \ thyiene-ociv- ■« c •■■e-vacne- [ ^-.i v , : - , - 
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3. A process of propa mg coated sugar or sugar starch beads a^. ciamied m claim 2. wherein the 
hydf o> > r r C'F-'V ! m^thy". -.''lucso e rlesgnated 2910 and :ho pm >t u glyv.i has a molecular weight 
of aooji 3350 

4. A o-'Occ -is of preparing coa*»)d sugar or sugar starch head'- as Maim ■.■»; m any ere of the preceding 
damns, .vhere n. t h ; drng is a* ar tiandrogenic s'oroid. 

5. A process of propa- mg coat or 4 sugar or sugar starch toad-- a c iaunud m claim 4. whercm the 
antiandr : gem.: ster cd r, (5a 1 7a '-1 '-{mothylsulfony!)- 1 'H-pr eg- 20-yno[3 ?-c]pyrazo!-1 7-ol 

>o 

6. A orocess o f prepahng coated sugar or sugar starch beads as claim.: - ! in any ore of the preceding 
claims, wherein the amount of drug is from about 40°o to about 8(To by weght of ; ;he coating 
compos'ben. 

-s 7. A o roc ess of preparing coa:ed sugar or sugar starch beads as claimed in any ore of the preceding 
claims, wherein the amount of uach of the cellulose derivatve. the polyethylene glycol or derivative 
there o r and the wa>y solid is from about 5°o to about 30° o by weight of ten coating composition. 

8. A piece si: of p ? e paring coatel sugar or sugar starch beads as ciaimue n claim 2. wherein the amount 
ju of eac h of the hydr oxypf joy I methy leellulose p>olyuthy't m... glycol and oolyo xyetf iy ene- 

PO ! yoxy l-i-jl ylo'-tr-pulyoxyutliylt block copolymer is fr< m An nil r i c s l.e abuu" 15°o tu y we-tjht of the 
coating : on- positron 

9. A orocess of pre pan rig coated sugar or sugar starch beads as claimed m any ore of the preceding 
ss claims, n which the cellulose: derivative the pol /ethyl cue glycol or derivative thereof and the waxy 

sohd arc d-E solved m from about tnree to about ten times their weight m water wit 1 - warm ng. 

Claims for the following Contracting State : ES 

30 1. A orocess. of prepa-mg si ga« o sugar sta-ch beads coated w«th 'torn about 10°o to about 300°o by 
weight <_f a coatmg compcsiUon consisting essentially cf from about 1° c to about 80°o by //eignt of a 
drug having a snlub-lity cf less laan 1 0 o by weight ir water ard fiom about 1°o to about 30°o by weight 
each of 

(a) a cellulose derivative selected frcm the crouo consisting of hydovypropy cellulose and 
"5 h yore :<y pre py: methy Ice ilu lose. 

■ b) a polyethylene glycol or derivative thereof se ected from the group consisting of a polyethylene 
giycc" having a molecular weight from about 1.000 tc about 8.000 and d-alpha tocorhei/l polyethy- 
lene q'y'ccA 1000 succinate wnose poyethyi^re glycrl part has an average formula weght of about 
1 000. and 

-o i'C) a waxy solid selected '••cm die group consist ng of the polyoxyethylene-polyo-<yprooy one- 

p:»iyo> yt'thyle-e block copolymer having the structural : ormula 

HQiCH CH OiJCHiCHeCH 0] h (CH CH O) H Formula I 

whencm a nas a value of about 79 and o has a vakie of about 28 and having ar average molecular 
woigM from aoout 7680 ;c 0510. sul'obutanedici: aoo 1 4-eis(2-etoy Ihexyh estei sod urn salt, and 
seifunc acid monododecyi este- sodium salt 

whicr comonses dissolving the ce-lulose ce* vat.ive me- povethylene glycol or derivative thereof and 
me waxy soho m wate . suspending the drug •• m.- res., --ng solution with agitation, coatinq the 
oc bead- wro the -esultinq s*.s pension and dry ng th -o e. c^ j ae d reads 

2. A process cf p-eoanng sugar en sugar stanch oca s-- : - -daim 1. «r which tne cellulose 

deuvative is hyOroxyoropyl methy ice Hulose. the poo- m, , c one having a molecular weight 

from at out * .000 to about 8.000 and the .%a -< , : -\ :. •••iyoxycthyienc -poiyoxypropy enc- 
po y : xyt.'thyiene bloc< copolymer hav ng ;he st uctum • -m..; 

HO«:H CH 0),,[CH(CH.)CH 0] h <CH. CH-0-,,H F 'a I 
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*h. r....r a has a vaLc of at ii! 79 a?'.! i K: a .-a': o of about 28 and ha\m:j an .o,^ m. ': .a- 
weight fr-.r 7630 te 9510 

which car prises dissolving tht- hydra- r« f. / m. thy Ice He lose, the polyotm v ion* .• gly :»..•! and thi ■ 
only--- /othvlene-polyexyp-. jfiyk".n».-f; V- • , ■. ''gV I •!«;» ; k copolymer n wa:a . Susp> udr ■ g th«. a jg in 
:hL. .'uiuit' M 'j sclet ■:>'■> with agrta*. on •at 1 "-;. *h«. b-aePr with the resulting si is: .r.-nf.i-.r a n, 1 ■ !• y - j th. 
'Ooi lt-ng . i ated beads 

3. A piji.o^ of preparing lual.O sugar a sugar staoh beads as claime;! in claim ? wh».r m tht: 
nyd-o^yp-opyl methylc ell u lose s designab ■■ 29 1 0 and the polyethylene glycol has- a moleculai we ght 
jf aoeut 3350 

4. A process ot preparing coated suga< or sugar -tarn h aeads as claimed \r any one of the pm- odmg 
:laims wnei an the drug is an ant'a'ob- go" a,. end 

5. A process of preparing coated sugar or sugar sk:-<_h beads as claime.1 m claim 4. wha ';m the 
an 1 1 and r ogc nic steroid is (5u 1 7u j - 1 '-(moth > b u f._*r : y a - 1 Tl-pr ocn-20-yno[3.2-c]py t ajol- 1 7-oi. 

6. A pfec ess of preparing coated sugai or sugar starch jeads as claimed ir any one of the pier oclmg 
:laims wherein the ameunt < f dmg is frum aheu J 40°o to about 80°o by weight _»f tfte natmy 
corr p jbitien 

7. A process of preparing coated sugar or sugui stae'h jea.ls as claimed ir any one of the pn aoimg 
claims, wheiom the amount of each of the r.ellu osr? derivative the polyethylore glycol oi deiivativc 
:heioof arid the waxy so id is from about 5a tu db <ut 30°o ay weight cf the scaarg composition 

8. A p osess Df preparing coated sugar or sugar starch beads as claimed in claim 2. wheiom thm amount 
af each of the hydr oxyoropyl methylc jiliilecc. polyethylene glycol and pclyoxyotnyieno- 
oolyo^ypiopylcnc-poloxycthylonc block :op a "a r is from about 5a to about 1 5° c by weight of the 
-oatmg composition. 

9. A process of preparing coated sugar a sugar s,U.irt_h oeads as claimoc ir any one of tfie pun.eding 
rlaims in which tuo cellulose dot vativn tin.) polyethylene glycol or derivative theroef and th;.- wavy 
solid are .lis solved m from about thee to abeut ton tunes the i weight m water wit a warm ng 
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